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5, 6, l-T-YJtYuKyV7y-iVgmX'hZ>* 

iL<fi^xx;i^-e$>S. 
[00 54] r r .j_,^j ^ i9Ux{i'7x-^S. 

[00 5 5] r^n^y-fk^r^^Sj T)V 

ftW;:(i7/M-ny^/i^ ynoyf-;wa, 7o*y 

ax rum* HJ7/l^nyf-/l^ hV7aa*J-)\, 
7/M"nxf-/|^ ?nnxf;l^i, y'7Wni 
^-AS. y7nnif/«, F y 7;M-c?x?-;l^ h 
iJ^nnif;H, -fF7yanxf-/l^ K>?7>1> 

^u^)vm. 7)v*a7a\z)vmx*fo*). mt< 

\,&7)\>*aXi-)Vm. ?nn^f;H, y7oo^f/P 
y^^n^fyH. hijynny^g, MJ7 
/M-py^/PST&S. 

[0056] rflBngjft-ctiv^j ttt. iwmm 
commmiz±>ow.mtixi>^ztimMi. mm® 

uixi-jim. ^/um. ra&um. jvravn 
& -f+Mt. t e r t -^i-^mmcoiSMT^^ 

m ;yb*^S, xh^^i, yo^yi, 

^)AnyyJl^ ; -fnl ; y77« ; #A5;l*L 
rnt^^Hfiory;H; *A5A* 
^fvl. T-fef-JM-**'*. 7°a\?*->\sttismmc0 
7is)U**i/m ; y;WFS ; y^-/l^;ta, x^ 

*mfcr>7Jl>*/Uj-*m ; 7 $ 7 S ; y f-/U7 5 /a. 
Xf-^TS/S, 7-nbVl^TSya. 7*^7 5 y»S 

y«, ^Tnt^rsy*, s J7*f\sT$.sw&> i JT 

)V*)V7$ym ; #A*x/l/S ; y hdf i^Atfx/U 

I, xhdfv-^^^^s, m-iwfj/Wi/n* 

<07)Va*is*i}V#-)Vm ; 7$ FS ; h U 7/M-uy 

; yf-^x;^x^a, ^?vx)i-fr-)imm<o 

7;^;^*x;H ; r 5 yx;l/*^;H ; v-y ck<. 
yf-ASs vyn^vAS^ov-yoT/^AS; 7 

; THr NT $ FS, 7°ob;tx/k7 5 YW&> 
TvATS F»TC*Ds *FiL<tt*fSS, ffiRTA 
*;Ui. «7*3^yl, y^ThS. ffl$*7/U* 
/I'f-jj-S. Aoyyif, F'j7/M-oy^-/i^ ta 



*A#A#x/l^ 7)V?*yJ])V-#-)l&, T^/)V7 
10057] J:9*ttWfcUu [M*$*iTfcJ:ivry 

*;x)i*-)]^x^m*xhiL^7v-)vm. ® 

yf-;U7xx;p^ x y h^y7i-;«, y 
f;WyW?^7i-/Hi, T5 yy.A*xyP7xX^ 
«S¥. »4U<(±7xx;^ 4-7/^D7xX;H 

til. RWfcAoyyjS?. t£®7A*AS. 
fiRT^a***. ffiS7A*A*A*x;l^ 75 7 

x;t^ 7yA****U rnajS*iTiJ:v* 
fa^isA&x-foh. 

[00 58] tW&±Xm\MtVLi bit. JJEHte* 
( I ) T**to4**1T/wl«*flcfcfc*tio**# 
*t 6 <> tf>T&*itf*Hi|$r S t (DX'h i X t J: V ^ 
^{f^ h U ^ A*. * U VJJS&rmVi) 'J ; 

ry^x^Aig; buyers yig. h'jxf-^rs 

N, N' -yXyyyl/Xfl/yy'TSygf^)* 
i|Jg*«; 'J^'yJS, T^xyttHfojTSyia^* 

[0059] «pfc»lfe C O X - 2 jg 

*z*m ■ mm. m&wz#m%Mmb ixmmn 
*. hk^ ( i ) x^ztittmiit&tox&tnmm 
mmin&i&zmmmibixm^&^izit. m 

«I, #^?J, ii*^<J. ML fiMWJ. «m 

«, iwaB, «ww, 
^ y-)VX\t^y s J>VTtvo-)v<r>t. o%7)U? 

itm. Xf7'jyi7^y>7i, ^;py, 7/ijy, 
7HrUy^t?I^tT, JSSfci 0«8W, KM. ttffj. 

q-^W, XTV-/WH. x»;df^HW, sam, ?L 

[0060] tks-mt, m&nnwRvm. 
^hr&htK mant^ym^. SIS, BLUBS*: 



(9) 
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*)tt&m ( I ) £0. l~1 000mg,#l:lmg- 
3 0 0 m g £&-5--f hcotm 1 1\\ 
[0061] *Wm\\L^UmU?Til<7)1?Mzl 

R,-"""-X 



i4, zn^zm^tii i>cox°i$%^zkimuiX'$) 
a. 

[0062] 
[ftl9] 

o 



o 

OV) 



+ (rei) oJL^-Ri (X82)' 
o ^ 



R X 

(in) 



[0063] (Igl Wb£ft (IV) (sW, RS.I/R 
iliffli&^fc 9 -£*£>&) 14, fc^ft (ID X 

T, -ft^ft (III) (5*«k RfcHWH^fcfcO-C**. 

A (ID t:fe*tiXi:ra-T*-5riJI*oTtivO 
2:1, 2-yVh3-vx?>\ i^t^y, x-x;k 

^ymnT^mm*. m&x%j£Zitiztiz£ 
5. £ob*, a*5-;w (o) 

fflflOttiffl ( I ) ««^!OJtt«*JiiiTfcJ:^. 
[0064] <I«2)fc£*(V> (:£+, R, 
Ri. R,aVZtt|ffJ^k*J0-Cft4) (4, ft^ft (I 
V) (#K R&tfR^ittSftOfcfcD-C**) SrBiliJl 

#y^m#£T, r 2 cooh (saw. R,tt«ra<o 



t&ZbtfXZZ. 

[0 0 6 5] (Ifl3)fc£ft < I ) (55+, R, 
R lN R 2 &tfZtttfrj*<Oi:fc9T*4) t4, ft-M 
(V) R, Ri, R 2 &Z>'Z(iHu^<7)tfcOT^ 

0>^&7y*-VJ*m<o7y*-VJ*mtFtET. 
BL PS!, rnt'^yg^^r/i^y^/Mfyg^ 

T*# h . =5rt3 , i comizis RXJ4 R, 



(V) T 



(1*13) 



'Z 

a) 



JM5) 



Xj-OH 

(184) 

O 



.JU^r, R2 (V"^' r-St^ 

1 r (is 6) z . 



(VI) (V) o 

I (187) 

TV* 

d") 

4 fico R 5 m R, UcHttft 

tfxzhzttfhi. 

[00661 4*:, ( I ) ttTE0>l!ttCfc£* 

(IS4) <X,#*ifl&0*£) 
.Itf>Ig&U f Ig6, IS 7 (4, R 2 (flUtf**-^ 

s) *«<or, (r 2 ( , w^orx***) ess**-** 

^zMi&xhh. ikisVa (vi) (<r<7)i§£, ^cox, 

{±, tt&to (v) (s^tf, r, r^ R z mzim&<?> 
ta*)xhh) mm*vv&* *KftUf->^. *ig 

ft* h U * AX{4*SHt$ II ^U^S^T, * ? 

/-/k x?y-/k y'**-tyl??>*i8®$L *X(4 

[0067] t^^>T, ft^ft ( VI ) HTsi<7>XU5X' 

( JOB 5 ) ( X! sn >->Hi i X(4*S!acOJi-& ) 
flteft(VI) (^4>, Rav'Ri(il?^Oi:fcOT'$) 
0, x^iAnyyu^xii^JcKfllTfcS) f4, ft^lii 

(iv) RmR 1 m&<ott5*)X'*>&) 

ttffl&GT.Wm* 1, 2-^hdfyx^y. y'^-df 

^y-eyxit h>^ym<7)ypm.m*x%.mZit& z 
fctcioTX^ayyKTObS'ffr&tt (vi) ^ 
4fc, Xi^TKitST'^l.^ft 
(VI) {4, PS!3 - H < y -fe' y^ffM^MX'i\L-^i (I 
V) *UMW6ifc(cJ:oT, «*v^i±E^>i5fcL 
TfcMifcAoyyfcfMVI) *7-fchv. 1. 2-v 
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77y. o-eyxa wpx yf^gM* , 

[0 0 6 8] (Ig6)fc£ft(V ) R % R 

i&tfZteffiift^fcfcOT'&Os R 2 ' (4<ffc-£* (V) t 
toiflRi&£bft-XfflW)R 2 '?b&) 14, 4MJI<*> 
#Ste*oTfc**<VI> RRVRiim&cO 

ttt&faim' ) r 2 ' auacokfcor* 

0, Xj' te^n?ym?Xl*Ai&mt:Wfct&) 

w&tiihit&fo (vi) fcx,' ^Anyy^-c-feS 
fc^fli (VII* ) $\ XttX,i«Anyy||[?ti{>4ft^ 
ft (vi) txr (vir > sty 

} jy* . xi4 h u x^r 5 *iwt-t- h 'J >? a^co 

ivmn^mm*. ^mibmrnrx-Rm^-ti ; t 

(vii ' ) (oftbOfc-tor/^uAifw, mumm 

[0 0 6 9] (i«7)fl:**(r ) R. R 

r," mzm&obt$*)X'$>&) a. ft^Bi 

(V ) (5$+. R, R,, R 2 ' &tfZf41ui&0<t:BD 

6„ 5fir*s, RXt4Ri<?5— ##4-7$y;*./t<tfx;w- 

S-rfctTSS. fc<r-VC. IMWXoiZRXiiRib 
IX. 

[0070] 
[fc2 0] 



R 3 -S0 2 




[007 1] (5£tK R3. R4. R B > R6&t/R 7 (4B>l 
a<OktJ0"C»S) (ID XJ4 (III) 

tfflVvCfciM* (IV) £*§Sftb9fc. 

[0072] 

Ht2 1 ] 




[00733 £3Tf&ft£!fe) (II ' )X(4(Iir )£ 

&m.wt ixxm octot^ (iv ) zwz 

(IV) £f#Ti4^U gSI>V^4i<04a^aii^^ 

(ir )&t/(iir ) Sffl^xis i^»MiS7t« 

oT*HMfc^Bl ( I ) Xii ( I ' ) fc*tJ&$-&IHx;W? 
x;Ht?j-^^/-;Hl:^ (xiii) mtzm. JMi 5 
t mmiz LXA)V*-Mkfh ztizx^x aowt^ft 

( I ) Xl£ ( I ' ) £#Tk4v\ 

[0 0 74] ttz. R. Ri«-*ft t TA^fA'TSy^ 

/«*qrr 4ft^ft*ma<o«^i4, r 8 xj4r 9 
tfc^m (iv) iGju-thztifix-zt. 

[0075] 
[fc2 2] 



(VIH) 

+ 



X 



(IX) 



(IS 8) 



p 8 — ^ Rg (IS 9 ) R 1 

(X) (iv) 



[0076] (Ig8) tt&m (X) [iW. R 8 &1>' 

[0077] 
[^2 3] 
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MeOS0 2 



[00 78] (3W». R 4 , R B , R 6 atfR 7 <4li5i£<9i 

/Wf/HS. WftSftTiJ:v>**aaxUflWS*iTi 
i^TU-**C*4] 14. ft^ISi (VIII) R 

B ai^xi4ifit<ofceoT*4) jwtt&k (ix) 

r 9 &?/x' mmcDt&*)X'foz>) tfflvK (i 
s i ) t PWfcrr * - i: r^ntts >r t t . 

[0079] (IS9)^ft(IV) (5*tt>. RSl^R 
ittlBStOkfeOT****, R. RiC0^<tt-^»(i 

frf«7x-;W£T*4) (4. (X) Oft*, ft 

8 atm 9 imm> t a ) £ ^> +-eJagtf- 

R,' X 

™ O 

o R 

(IV') 



WtiM-ftlML^fi ^J-x/Wn^-f FX 

T\ ^^^^00*^^-5X7 5 /^L< (4 
7/1^7 5 /-(L XJ47;Mf >WW* £ (ci-^T-o - 
fcth £ t £ . i. *)mmz\±. 7 5 JftMiT 

)\>*)i7 s /ftoRCtt, 7y^-r*^L < \mv* 

>V7 S y^4T, X(4g|#7 h 'J * !>J&)mXaXfTfi> 

df;P7S>-igitig^7y ; e-^Aig^T, fh7t 
KP777, x-r/k h^xy. A^y, jgfl^f- 

RJ6$-£6 Zb££*) £ h #T'# h . 7 
/l^/Htf J. Org. Chem. , 56: 

4 974-49 76 ( 1 9 9 1 ) Rtt^TttlCj: oT£ 
JS-rSiks^**. It, fc^ft ( I ) (4TIBIS1 

}j}£{4. ft^SPg^mi 5Igfci3VvC>W3fc:yi*S: 

[0080] 
[ft24 3 



j -OH 



(Mil) RI JI -R," (1812) 



R'^-X' 

qn 1 ) 



R— ^ Z 
(XII) 




(Xfil 4) 



oei 



(D 



(xni) 



[0081] (xsio)-ft-^(iv ) R' 
WRi' 0-^(4Tffi^ 
[0082] 
[ft2 5] 




[0083] (s^k R 4 , R 6 , R 6 S.l>'R 7 i4Blfieot 



TflfflteJiX i 4 ^7 y ] 14. IS 1 1 R 

8fci/r(fc£* or ) (5*M». R/ at/x{4Ui*<o 

fcfc9T$>S) k-ffc^Wdir ) (5$«K R' Atf 
X' lilB&Dfc *$»)?**) fclEjBXIi"?*''*^^* 
coAHWfWET, 1, 2-vXh*^x?y, 5*t** 
>\ x-fvk fh7bh'n77^ Wd+W. < 

?WJ* (O) ll^lia^^HIWWWitJDiT 

[0 084] (Ijgl 1 ) (XI) (S«t>, R' » 

l/Rj ' {4M^tfc , 9T'J)^)) {4. ft^ft (IV ) 
(S>f. R' a^Ri' J±UatWi:*J0T*5) ttF 

u*v)vr s yfi»fi*iHgw- h y *^t7 h y 
>7AXJ4^K^ y -7 A^<ofi*#«T, 7 ? x 
7 y -m L<{4rh7tFD79 >^*«HWK v * 
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thZbtfX'Zl* 

[0085] (Xgl2)ft-&ft(XII) (5$*, 
R' . R,' . R t WZim&<?)i:&')X°$)l) 14, ft 
&W(XI) R' RX/Ri' iiimnk&OTh 

I ) £*S*BH8>. WCT^V^T^lVimvms. 

[0086] (Igl 3) ft^fo (XIII) (j^, 
R' , R,* , R t RVZ\mi&)bti t )'Ci>&) tt. ft 
£ft (XII) R' , Ri ' , Rz&tfZtijtifyto 

■?&Zblz£>9 £fcf& Z b tfX'% h . Cl<7)i;#. ffiK 

[0087] (Igl 
-IS-Cft^tt (XIII 
(xiii) R' 

OTfti) J4, I nd 
B : 322-323 ( 
ft (XI) R 

i) mmtvyj f 

P^Tft^ft (XI) 
teJoTftS* (XIII 
[0088] (Igl 



gl 4 ) .I<0X1g{4ft£ft (XI ) 

) iarf&t&xnx'$>«) , ft^ft 

s R,' , R 2 at/Z(±Hi)^t*3 
ian J.Chem. ,20 

1981) istto^ifcfciOft^ 

Stfc, R,#*^&7)*&J4, 
*S*l«*;WSRJES-£4 £ b 

5) ft-^ft ( I ) R, R 



RiXt/ZttififiOktJO'C**) {4. ft£ft (XII 
I) (sW, R' , Ri' s RjXDfZttlSBfi^ttJO-C 

tfET\ ?on^A, Sft^f-^y^cDW«}§«+X(i 
METRICS ifcwc, *<94j£ft£^<*>#!£fc: 
T7 5 7 ft^ L < \Z7)V*)VT S /ft, XttT/Mf 
/WfctS i i: t X o 4 . Ig 1 5 fcfett* 7 

S /ftXJ47/Mf;U7 5 yfttf>KJBi, 4 0 &f*Wfc 
14, 7y^-7^L<J47/l^/!/7*$y#£TlC, X 

m?>wmi&*x\ <%mnm\tiSLTX'KfcZitz> z t 

£4 mtft?Z> Z b tfX'Z ho ttz. 7)V*lVA)l*- 
Mttim&i. J- Org. Chem. , 56:49 
74-4976 ( 1 99 1) ->X&fSZt 

hzbtfx-Zh* ±.mtm&mx'$>zxmi 5 

tettmkwnzffi. mmmav > jkmih' > 
<?)ftb*)iz. ft^ft (in m dm m^xitsm 
(iv) xsi mwimi4izfe->xtt'r 

V~Mti$m ( 1 ) fcft-ctin. itfflteli. xei 

5(i^St**>S. Xgl 5Tffl^l>ft-£ft (XII 

I ) ttTE*»?fc*rtTOCfc*. 

[0089] 
[ft2 6] 



(IV) „^ II R 1 

on o (xra) 



[00 90] (Xgl6) ft-g* (V ' ) 
R' , Ri' , R 2 &tfZlifliri*tf>i:ts9-Cfc*) t4, X 
S2fcH«fcLTft^*(lV ) U*, R' 
R t ' 5Eiim<0«Tt:t 

ST. R 2 COOH (^41, RjJifflMcOfcfcO'C**) 
K»«i-SiH«. 7nt*y«, 2c&#i^tf){£Sg7VU 

fflEt t tjigftf h z b lz£ *) %fcfh Z b tfX'% h . 
[009 1] (XSl7)ft^j(XIII) (^. 

r' , Rr , Rimzimj&obt5*)X'*)h) n, x 
Ri' , R i &T/zi&ffi&0b& t )?3>&) mmry* 



7y^-'7AX(i*K7y^-'7A^*Eiig?Ty^- 
^m^ry^-^^m^T. mm. roe* 

^K^<ofia7^^*^#>«^BHtj»*+. M 
J1»Pl*I» i 1 J; 0 £|£-r 4 i t tfX'Z h . i WRJEfc: 
fc^T. R' X(iR,' 3&9f#ft«9aio*&^, 4{ic7) 

r* b 5&<?>r x ' tfimitzm#tfx'*&zbm 
I. 

[0092] It, ft-^ft ( I ) (iTte^Xg 1 8^^ 

xs 2 1 izTFctx. 0 %-Hmx'^mh z b tfx-% h . 

[0093] 
[ft2 7] 
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R* 

HN-^COOH 



R 2 

(XIV) 



cxe 



z 



I V-n Wi) 



-o 

(XV) 



-N 



(XVII) 



2 



(XS2 0) HN 



T 

(XVUI> \(I«2 2) 



(IS 2 1) 



r,- -z 

(I) 

'(XS23) 



TV' 

r^z 

(XIII) 



[00 94] (Igl8) -ft^ (XV) (5$+, R' R 
VRittli^^ktJOT**) {4, iti&ll (XIV) Jfh 

K^Tjnafe-r * £ t k x o-s-jft-rft -r t & . 

[00 95] (Igl 9) -ft&ft (XVII) 
R' . R,' s R 2 &Z{ilu^<OfctJ0-C'S)^) (4. tt£ 

»(xv> r' aifRjtifra^kiJO-c**) 

*i"7AJ&&tf h Uxf-^T 5 >\ 1 0 U 
^A»«fflK)»ttT, (XVI ) (:£*. XjttA 

oy^n^Tfto, Ri' a^zji«ra^)fctjo-c* 

ft) XJifc^ft (XVI) fctfJ6i^i»»3fc!fofcR|5$-fr 
ft^fcfc4 9£j£-fft.Ifc* { -t-#ft. ifc. (XV 
II)l4Chem. Ber. , 102:883-898 

( 1 9 6 9) ie»o*ft{;«j: t Z k 
ft. 

[00 96] (Ig2 0) {t&fa (XVIII) (;£*. 

R' . Ri' , R 2 mfz\±mft<vtt5*)X'hh) (4. a: 

£ft(XVII) (^cf, R' , Ri' » R 2 RVZ{4ira<0 

mat. i*m. mm&mcnmt&fr. xuw 

[0 0 97] (Ig2 1 ) {t&fo ( I ) <5$+, R. R 
ls R 2 RVZliwiftcr>k&*)Z'h2>) 14. fl^ft (XVII 
I) (*t», R' . R^ . Rt&tfZttltifeafc&O-c 

hi) £?od*/i^ mtx^ymnsmm*. 



75>\ x~f/k Wkcy, M^f^V. i***? 

>^**s*l'K ry^-r*x(4r^^rsyi: 
#ft. 

[ 0 0 9 8 ] * fc. ( I ) (4. (XVIII ) 

*^TIS£7)XS2 3 we»Tfc^JfttiCl 

fc#T#ft. 

(IS2 2) -fk^J (XIII) (5S+. R* , , R 2 

m/z\mw>ki$*)X'bh) \i. (xvnn 

(sJtt. R' , R/ , R 2 &tfZt4iw$Ofc;fc9T"£> 

4) &it*gf®4a(4M§&*T\ «ensx{4^yuy 

i^asts&i: m&nmu&TX'Rmzitz ztizx*) 

£i$,-t&Ztti i X'Z&. 

[00 99] (IS2 3) ft** ( I ) (5t+. R. R 
R 2 ZKJfZI4l«4<OfctJ0T**) t4, ft^Hl (XII 
I ) * BUj£<OIg 1 5 fc |S]^:fr&-C'50S$-£ft i k K 
4 S £ t ft . =0rJ3 » ±IBXS 2 2^;SX 

S2 3J4ik»gtfrc*ftiS2 3fc:*iv^. r;Mf^x 
^*-;MtX(4T 5 y ^;^x;Htf ft WSr*(f tidtfi* 

t&itii®Zft\^X. TBI 8BMIS2 OlZ$t->XK 
&*'ft->tz\k. IS 2 2 (C^o T ttW-Mt&lto 
( I ) 5r#-Ct4^o £<0*^4Ig2 3ttTOrc* 
ft. 

[ 0 l 0 0 ] ;co4 d KUT»4>ii>I:ft^* ( I ) ii^ 

tt^^is»s^g. wijf , mm. mewm. mum 
[oioi] mzmmmmw&mzmfxxmzg: 



(14) 
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immm 

5- {2-7uu-4-X^-)i>X)V-fc-)i7 x=-)V) - 

( I' ) ; R = x?o^3f^/k R, = 2-^oo-4 
-^f;^**-;i'7x-yl', R 2 ' =.x^/k z=l$§ 



MeSOj 




ct da 1 > 



JS7) 

IS1) 2-?DD-4-^f^*-;Kyy^ 
x/tU^i/lWrVy (IV) ; R = ^n^s/ 

/k Rj = 2-^on-4-^f-;u^.;P*-;l/7x- 

)V) 

[0 102] 

[ft283 

T 




[0103] "rhy^XYV? *—)V-frX7 4 WyiS 
>7A ( 1 . 2 9 g ) ava»* ( 2 . 19g)«l, 2 
h^ri/X^y (10ml) Jf^c^nA^y 
^jKi/P^o9-f K (3. 60g)(01, 2-i/^h 

* ( 1 0 m 1 ) mmzmmm&Tmsx'toz. 

4. £*itc3HM>, ISSfL,m2-?nn-4-^f 
/W;l/*-;Kyy;l/7 , 07^ H ( 9 . 4 0 g ) <F> 1 , 
2-^h^f^x^y (20ml ) fflfiR$J9>o<0i:« 

fclffltxf-* (2 00ml) SrjQi., 1 NigiL Jfcwc 

Civ. ^SO^Me 




At«flkLfc. &«£®£f&, PigxfvUfc vrn 

0 efes^^as^^^ ( 3 . 4 7 g ) tttfc. 

[0 1 04] IS5) 2-7*o*-2- (2-?no- 
4-^f-y^;^x/u) -i-y^D^v;l/-l-x 

^/y (it (VI) ; R = ^?nA.dfi//K R 1 = 2-^ 
DD-4-^f-;^;^x;W7xx;K Xi=HStiS 
7) 

[0105] 
[fc2 9] 

Civ. ^SOfeMe 



CIS 5) 




[0106] JJBIS 1 ) X'®t>tltzit£®> (3.40 



g ) <DKy*y (20ml) *JM*»T, Mm 

( 1 . 7 3 g ) co^y-tfy (20ml) mmmruz 
i t -ramta* ( 4 . 2 0 g ) * rot . 




S0 2 Mb 



[0 1 07] 1^6) 1- (2-?oa-4-*fVl/7. 
/M;x/p) -2-v?n^i^-2-:*^VX^ 
T-fer-h (sUV ) ; R=^?tW*x/k R,= 
2-?nn-4-^^ux/l^x/i/7 X x;K R 2 ' = 
*f-/k Z=«*IiPf ) 

[0108] 

[^3 0] 




[0109] ±ieig 5 ) x-nhtitz^m (4.20 

g) KBHS^hy^A (l. 06g) U^-;K4 
Ornl.) fcjn*, 4B^»jl8SL*:&, *§&£MES 

-cas* l . m^ma- h y ^-casiiLfc . s 
; xmmt^tm&m ( 3 . 8 5 g > . 

[0 110] IH7) 5- ( 2-^no-4-^fW 



W-;P7i-;H -4-v-^nA.dfv;p-2-^f-;l/ 

(3* ( I ' ) ; R-S^tV^^/k R, 
= 2- ?on-4-^ f ; W;l/*-^7 x -;K R 2 ' 

[0111] 
Ut3 1 3 



(15) 



8flJ a P9-5 288 2 




[0112] ±121^6 ) X'nt>tltlik-&V» ( 3 . 85 -4-^oM5/^-2-^f (S 

g) tP^Ty^-^A (2. 08g) flgfflg (4 0m (I) ;R = y?o^x;k Rr4-7S7^* 

i ) mmsmtmtmLti®, mmmmt =~jv- 3 - 7/wn7i-;k r 2 =^/k z =k* 

fc. S^fca«xf^£jDx.fc8L law* Jl^) Vr&fo 

^Rlfmrn^X-mnL. H^xmt h V >7x\T1£ Igl 0 ) i/?a^i^-3-7/l^to<y^;k>-|-- 

?§«&MES*^;tTM-fb^ (1. 9 XjUIV ) ;R* = i^CKv*^;k R, ' = 3- 

5g. JR$53%) %tz. 7Wo7x-/U 

[0 1 13] ^S£M2 [0 114] 

5- (4-7Sy^-;P-3-7Mn7x-;k) [fc32j 




[0 115] fh5^Xh'j7x-/l/*X7^ Wt5y 
>7 A ( 2 . 0 0 g ) RtfEtt* (17. 9 8 g ) <n 1 , 
2-v r ^h^r>-X^y (50ml) J§igK^?nA.dfHf 
/*y^-^?D5/f H (2 0. 00g)<91, 2-x 

^h^vx^y(50ml) aRR*a*»H«TaaT 
in**, ttff L&#£3-7/M-oO 

»7n?'fF(26. 00g)Ol, 2-^hdfi/ 
x?y (100ml )it«*«9>^<0i:8rfLfca, § 



KIHRx^ (200ml) £J)Q;i , 1 NttM, & 
9. 2 0g) fcfcfc. 

[ 0 1 1 6 ] XS 1 6 ) 2 -a*? D*v*5^- 1 - ( 3 
-7Wo7i-;H -2-jH-Vx^/P r-fer-h 

(5UV ' ) ; R' = i/?W\*i/)V. R,' =3- 
7^d7i-;K R 2 ' Z=»*jSFP) 

[0 117] 

HE3 3 3 




[0118] 1MZXU 1 0 ) X"&foLtz\\L&to (29. 

2 o g ) <m& ooomi) mmiz, mmm ( i 
5. oog) £jox. i. 5mmmM$iitz&. mm 

AfwhT'yyj- (IBBJfflK : : IHSxf- 

^=9:1) "C«fl!^fti«:fc:J:i9iilfRft<DSmk^% 

(18. 30g, JR^5 0%) fcfcfc. 

[0 1 1 9] XS1 7) 4-^?CKvafj^-5- (3 

(XIII) ; R* =v?CKv*^/k R,' = 3-7/M" 

D7x-;K R 2 =^f-;k z=»*K^) 



(181 6) 




[0 120] 
[fc3 4j 




7) 




[0121] XIBXg 1 6 ) "C*te*ufcfc£« (18. 

oog) ttsryt-^A (15. 00 g) cntm 

( 1 0 om 1 ) m& 59%g\t\mmuz&. mmm 



(16) 



8BH l 9-5 2882 



■j weft* w:. mmmRmtz z t x-mm&n 

ffl4jS«l(17. 20g)#te. 
[0122] lH 1 5) 5- (4-7S7X/l^-^- 
3-7/M-o7x-;l/) -4-^a^^)U-2-^ 
^-/kt^V-/l' (a£ ( I ) ; R = x^DA,df^ > R 
i=4-r$yx;^-;l/-3-7MD7x-;k R 2 

[0 123] 
Hfc3 5] 




[0124] iJEIg 1 7 ) '•CUfeftfcft'S* (17. 
0 0 g ) Da*;W (80ml) j§i£J;:*#JgfH 
T, ?OD^yi(2 7ml)&iTU^, 10 

(3oomi) izimtztf^m-rz. ^mt^m 

ftUfc. *»£*£EB*U (20. 3 1 g ) 

Z'&tz. &^x\ &t>tvfcfc&h do. o o g ) cof 

h5hh'077y (40ml ) »C^®mf*T. 28 

&t«s»#B*-cffii* t tea , mwmi~ b >j 
6:i) z'ftffimmtz z fc c «t vm&ikis® (5.7 

4g. JR$6 1%) Srflte. 
[0 1 2 5] HSS01J2' 

safcW2<Dfc£ft ( 1 ) ; r=^o^^;k R 
1 =4-7S7X;P*-;l'-3-7Wo7i-yk R 2 

te. 

XSl 1 ) S^a^df 3-7)l%vK>=Jll J !rb 
y sMfs'A (XI) ;R' =v^o^i/;K 
Ri ' =3-7Wo7i-;K 

[0 126] 

[ft3 6] 




[0127] mmmM2<nTM 1 0 > t*->r*6n 

te-fb^l ( 3 5 3 g ) <DX?/-/I^ ( 1 3 0 0m 1 ) j§ 

att hp^x/ut s y • mm ( 1 2 3 g > 

b U >7A ( 1 5 8 g ) fcJPi. , 2 HKSI Lteft. 
»«E£»ES*Lfc. 8ffl*fc»»x^tlPi, eft 

* n yfrvm&ktz ztizx mmit&fa 

(160g, IR$4 2%) Srftfc. 
[0 1 28] HIl 4 ) 4->-?n'v*v7l/-5- ( 3 
-7/WD7i-;H -2-^f-;^ifV-;K^ 

(XIII) ; R' =is9W\*islV, Ri ' = 3-7/M" 
D7x-/K R 2 =**/k Z=igjlM^) 
[0 129] 
[ft3 7] 




[0130] ±lexg 1 1 ) "Clf L>tlMt£® (158 
g ) ?)Btfig (900ml) mmiZ, IWT. i§*P 
• (95ml) imrttzm. 7B^JI«01«Lte. ® 

ft^Lte. i8»£8ES*l,tea. »»»^!) 
( 1 1 9 g ) £f#te. fcfc*ltefc£* (119 

g) *±ESItttW20XSl 5) klW(cRJ&r4ik 
fcJ: 0, 30iW2*>flte* (it ( I ) ; R=^?n^* 
S'/k Ri = 4 - T 5 7^;^^- 3 - 7/M"0 7 x 

x/k R 2 =*^-;k z=&%m=?) fcttfc. 
[0131] 

5- ( 3-7;i^ n _4-^;i, 
x/^-;l-7i-^) 2-^fvkt*-9-VWMj£ 
( I ) ; R-S^oMfS'Jk Ri = 3-7^3j-n-4 
-^f;^M^;l'7i-;k R 2 =*^-;k Z=K^ 

IS15) 4-v^a^^;U-5- (3-7/M"0- 
4 -^f;M;^^l/7x-;l-) 2 -^f-A-^lh/- 
/MsU I ) ; R=x?n^fv-;k Ri = 3-7/M" 
n-4-^f;WM-;l'7x-/k R 2 =>^-/k z 

[0 1 32] 
[^3 8] 



(17) 



1*flPP9-52882 



[0133] ±mmmm2<Dxu 1 1 ) -cii^ft.*:^ 

»(17. 00g)^un*U(80mi)M: 
^iWWrr. ^on^Wsyl ( 2 7m 1 ) SrSTFLfc 

ft, 1 oox:-?3B8SHi«»Lfc. siac^fflft. 

(300ml ) \i&mjt#t>mf-*h. *tt 

ISrttSILfcft. «flOft«*-cas»L, H*8»*HJ 
S***EEff*U (20. 
3 1 g ) SrUfc. f§i!>*lfc<ft:£» (3.66 

g)t*(25mi) ami. mmwr. mssttb 

'J ( 1 . 42g). iXH-CjRK**-*- h 'J *A 
(1. 89 g) *Jni. 7 0XX2f$M*L£. £*i 
|CX*/— (25ml). B^?\\J.^)V (2.20 
g) SrJDi., 1 0 0XrC2B#iaMfeU:, 



ft. wix^T«iaju i*aj«*ft»<Ha*T«t» 

ft. t&WHH-hy^AtflHtU:. MK«ISEff£L 
£ft, y'J*y/W5^?P7h/77^- (JgH$ 

& ; ^x*rv ■. mm^v= 2 ■. 1 ) •c^ni^is-r* ; 

(0. 82 g, IR$2 4%) £f# 
10 134]**W4WS6 

mmm 1 ashhm 3 1 rkc l t . v x±ft^<^ 

ggffcffl l ftS 6 wflBi*aVfttt«*a^fc:*t. 
CO 1 35] 
[*l] 



(18) 
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[01 36] 



(19) WHPP9-5 2 88 2 



CM 
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^ in 



2 £ 



u w in op ^ N \o 

am in R o ^ <o 
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cs <n m' ^ od 




oo 



t£ # # 

(S r* t 
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J r^, 

5 1 • <=> « 

q <*i m t>» 

O - ~ <N <N 



00 OS 



5 8 

t-^ oo 



P 

rs oo 
ci - 




<N 

X 
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3 



— n r-- 
m <n m 
gj vo m 



^ m m 
<n <r> 
cn O 



a x 
8 5 



E ^ e 



m 08 © 

S3 °S 
~ ft « 



§35 



2a 



i 

u 



K 




[0 137]Htfe#J7 

5- (4-T5y^*-;P-3-7;^n7x^) 

-4- (4~7/^D7x^) 

-;K*(I) ;R=4-7WD7x^k Ri = 4 



-7S/x;l/^-3-7;^n7x-;k R 2 =^ 

[0138] 
[^3 9] 



(20) ^¥9-5 288 2 




(Xgl 5) 



[0139] ffiffi<orfc ##&fcflSoTf»«lfc 5 - 
(3-?;Wo7x-;H -4- (4-7/M-P7X- 

W-2-^f^t/-;Kl. lOg) Wod 
6ml)o;on*;l/A(2ml)I 

**9 0X;T2*IBtt!M»PLfc. RJC?K***4»fc*> 

mi. m>fflBt?r*wj>xtii*<Bt. wmu 5- 

( 4 - ^nn^*-^- 3 -7/^07x-;H -4 
- (4-7;^o7i-;K -2-^^;^W/-;u 

£7)ffl*^% ( i . o 6 g ) zm:. mz. zemsEffls 

(1. 06g)Of-b5tFQ79V<6ml 
28%Ty ; E-r* (0. 6m 1 ) SrjBi.. MlSt'2^ 

ttft. itfiW* -I i: fc J: (981mg)«j| 
0«ift^*(6 2 9mg. JR$44%) fcftfc. 



[0 140] 
[*3] 



H 2 NS0 2 




CO 

IKS 



m V X 



^ ^ 

^ *n 
S 

m 

U X z 



« - 



oo a n g 



2 - ^ 

3 a ■* 

«■ 3 $ 



oo 

5/ 



5 



H X £ X £ X K 

0i» £i >^ 



„ »o b fH ^ ^ 

O H /i h h h 



00 B 2 



On OP 

vn oq 



oo 

8 



CD 




[0 14 11*81012' ' 

mMM2<Wt&to (* ( I ) ; R-^a^^K R 



(21) 



#H¥9-5 2 88 2 



! = 4 -7$ 7XM-;l/- 3-7/Wn7x^/k R 2 

IS18) 4-i'?u^* i s)V-2-X^)\<-5-** 
(XV) ;R' ^^P'vJf-v'/k R 2 =.X 

[0 142] 
HL4 0 ] 




(xai s) 



COOH 




[0 143] a-7$S7x-)im&frt3&%\<7)Um 
[Col lect. Czeck. Chem. Commu 
n. ,31:4563(1966)] IZU-yX^fcZtl 

(10. 0 0 g ) <m®^i-)V (50ml) 
Uxf-;PT5y(8. 3 9m 1 ) ZtQt, *#T, ?o 
niixf^ ( 5 . 2 8m 1 ) SraSTLfc. *&TT'l 

mmt&z t mmi^mmit^ ( 9 . 8 6 g ) 

[0 1441 ISl 9) 4-v?0'vJfv/W-4- (3 



y(5UXVII) ;R' = ^?CKV*Wk R, ' = 3 
7Mn7x-;k R 2 =*f-/k z=I«irf) 

[0145] 

[ft4 1 ] 



<iai9> 




[0 1 4 6 ] WC?7*i/ i 1l>. ( 3. 56g)Ofh7 

h Hn75y (20mi) ±iex^i 8 ) X' 

%t>titiit#®l (9. 86 g) «0rh5t Yuyjy 

(15ml) iMSrJDX, &lve*M$y¥T\ h tlx* 
;W7Sy(9. 4 9ml)^jDX. 1 5#H$#U:. 
Z.tl\ l Z3-7)l*uKVV4)V?Uy4 Y ( 4. 55m 

1 ) frSTFU *^TTlB#rafil#U^ RJ5$£il# 

TlSSU:. ?««^MES*-TS C Uz J; 9«tl»9fS 
@ft£* (11. 69 g) fcfcfc. 

[0147]Ii§20) 2-N-7-fe*/kT$/-2- 
^n^y;P-3' -7;M-n7-bh7x/y (s£ 

(XVIII) ; R' = v-?u^=3r^/k R,' = 3~7;M" 
07x-/K R,«*f-/k ZHRJM*?) 

[0 148] 

Ut4 2) 




[0149] ±j£EBl 9 ) Tftfcftfc'rtte* (527 
mg)«f h7tHo75y (3. 5ml)?§^(ClN 

<sk ( o . 3 5mi) & jnx . ssart- 1 mmmn tt: 

(4 0 4mg. 1R$8 4%) n-*<T?>frt> 

mtukt&ztizx*). usi 1 1 6-i i7rcoefe^ 



[0152] JJEIS2 0 ) Tflteflfc-llteft (200 
mg ) c7)?nu*;kk (2ml) MK. *#8?#T. 
?oo*/l/*y& (0. 34m 1 ) SrJlD^, Htz:5B#^ 



[0 150]IS2D 5- (4-7S/X;kfcx/P- 
3-7;^07i-;l/) -4 -i/^o'vdf ^-2-^< 
f-zM-^V-^ (5$ ( I ) ; R-5/?OA^5/jk R 
i = 4-7S / 3 - 7;Wo7 i^K R 2 

=**;k Z=§S*|g?) 

[0151] 

Mfc'4 3] 





HjNSO; 



(22) 



#H J P9-5 2 88 2 



MMfe-fS Z b I,ZJ: <om*Efm (181mg)*H 
fc. »1»vC, mtifcte&fo (169mg)(Dfh7t 

KD77y (2ml) Ml:, mB&ffiT* 28%ry 
*-7* ( 0 . 1ml) £flD;i. 3 0#|BH«* Lfc. 8 

77^- (BIRRgg; ^nn^y : ft&xf-;!^ 
6:1) T^KHili- iCkfcJ: 0«fMt-&«J (126 
mg, IR$5 5%) fcfcjfc. 
[01 53] 101012 ' ' ' 



(3S ( I ) ; R = j^o***>7K Ft 



l =4-7$y*/P*-A'-3-7/M-n7x— /k R 2 
fc. 

IS2 2) 4-v^nA > dfv-;p-5- (3-7WD7 
x-^) -2-^f-;^^V'-;K5t (XIII) ; R' 
= y7n^y;l-, R/ =3-7^07i-;k R 2 

[0 154] 
[fc4 4] 




[0158] ±EIS2 2 ) X"&t>tlMt£®l$:±.im 

mm 2 coxm 15) t RwwcRj&r * c * 1 i 0 , mm 

0i2Wk&to ( I ) ; R=/?nMy;k R 1 = 
4 - 7 S 7 XM-il- 3 - 7Kn 7 x -;k R 2 = 

[0 1 593 1 ( vtuttvY^-tums-h 

mm&mt 1 ♦ c 7 ? * k y&^rnx * y h 2 
(pgh 2 ) &vz<?>ftMm^co%m£ r )$#>K. hp 

'v?f-> (2uM) R.VhV7h7T> (5mM) 
£-£tfl OOmMh'jX-ttBHJWa (pH8) 140 

i (2o^d, (2o^d aims 

* ( 1 Oju 1 ) fcftli, J:<JKtf Lfctt, 24°CT'5# 

K ( 1 0m l ) £SD*.. 2 4'CT'KJES-tt*: 

- 2 ortc*Jfr Lfcx^/px— f;l//^< 9 /—fr/ 
lM?xyig (3 0/4/1 ) mm (40m \) SrflD*. 
iCi:fc«I:ORJC*#jt§*fc. 3000 r P 

«7V-McSJ-t2\ xf-;Px-r;^^y-^/PK 
(90/2/0. 1 ) Z'MfflU 75*H5'lfcK>PG 

v\ t mf*<nitmtwmm (a> £«ts6L>t. *fc 
***jni*v^«^«8»» (b) tajgu Tieor 




[oi55] ±aaiatfflkoie2 o ) tm^tck^k 

( 1 4 1 mg ) (2ml) SiffiKCftfti* 

( 3 Oju 1 ) SriDt, 1 0 O-CT'3 OflfiHKffU:. R 

Bx^-CMfiBLfc. ««W**T8lc»Ls H*«K7 

MiO ( 1 3 5 m g ) fcfcfc. 

[0 1.5 6] 182 3 ) 5- (4-T5y^;P*x;U- 
3-7/Wo7x-/k) -4 - y^P^v-yp- 2-/ 
1-)V**W-)l> (5$ ( I ) ; R = ^a^3-^;k R 
l = 4-T$/X;k*x;l/-3-7y^P7x-;l'» R 2 
=*^;k Z=K*M^) 

[0 157] 

[fc4 5 ] 



(182 3) 




HjNSO; 



IKrJME ( IC 50 ) 
[0 160] 
[&13 

UW= { 1 -A/B) x l 0 0 
[0161] s^u**^***— tf-i<oswiiiktr 
fit MfcMKJ: OltttfcWItln, ^?n:**i^' 
7— If- 2<7)mmmt LT(i Invitroge n*t<D 
*-vh LT t b a*df fef- 20c D 

S y7M-^7i-^) -4-i'?n'v J f is)V-2- 

^ ^/m^v-at* o , muiteto 2 wMMim 

ik&®}5- (4-T=i/X)l*-iV7±-)V) -4- 
(4-7;^07i-^) -2-X1-)V***)rV-lVX' 
hh> «***4fc*Lfc. M^li:IISt0iJ2ft 
^fe^Jt®. sKS v ^(ittKHfci^j 2 1 HSfi^-ft^l 7 CO 
die. 7«y*« ; F**Atiii:te 
J:0COX-2K«t-SJgttli-e^)44««rL**«6, 
C O X - (z 1 t*fti ^ffl L < <S»f 4 C t *«Tt6 

[0 162] 
[^4] 



(23) 



1WH 3 P9-5 28 8 2 



g4 RKffill (v^nt^r^^^~^tcW1-^S1 








10,0 (//M) 


COX-l/COX-2 


COX-2 


CQX-1 


2 




0. 0 7 


>1 0 0 


>1. 4 2 8 


3 




0. 3 


>100 


>333 


4 




>1 0 






5 




>1 0 






6 




6. 16 


>100 


>6 2 5 


7 




0. 0 3 


3 7 


i, 233 






8 


0. 5 


0. 063 






0. 0 7 


45 


6 4 3 


WW 2 




0. .0 2 


5 


2 5 0 



[oi63] wmm2 (*r?y-yvmmmttt-ti> 

D o n r y u •/ h<3£ft|y£fc:£3Attie , CW 

SU^^^y-V (0. 0 5ml)££T&ltU 

(1, 3, 10. 30mg/kg)ll*7y-^ 

»5 (5^ b Ai7y-vi*&JB.#li&c*f-**8)*) 



fc. ffi*vStt(i^H^ik^ft* { 3 0%llW-r^^t: 
m%m& (ED 30 ) ?**U:. »*Sr«5fc*L 

[0 1643 
[H53 





9 7 h*9^^SMSJEM 
E Djo (mg/kg p.o.) 


2 


5. 5 


4 y V*?~>> 


2. 9 



[0165] 

-yjftrpr* *) » Jg£R 4 . R 7 J^^Mt^T* 
4Jafcfc^Xtt*<3ESUJ1 : SU*4aUi. COX 
-2«*MKH£»IWfcB«U -*COX-lfc 



•C't^v^m^fiiiJaE^jc7)^*^-c-j)0. c 

OX-2ll»t^Sf#SiS, fltf.lf, 4UL 'J 



(24) 



#i! 3 F9-5 288 2 



(51) Int. CI. « 

C0 7C 49/563 
49/792 
235/74 
251/40 
311/16 
317/22 
317/24 
C 1 2 N 9/99 



9547 -4H 
9451-4H 



7419-4H 



F I 

C0 7C 49/563 
49/792 
235/74 
251/40 
311/16 
317/22 
317/24 

C 1 2 N 9/99 



